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fc*LTt.J:kv\OT^y'fA«, #«ftl~l 2T 

1 ~8r4H*«£«LT t» J: writer**'* A'tfsjl' 
X, ^ftl~8T*Mtft**LTl»J:kv/\aTrt'3# 

R. R'lti^C'jroTADyy. .=.ho*>*v>li* h 

nj±2*»^>l 2<Offl*«r*cf . 
HK7] 

R R'N-<CH,)n — N— ^ 
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3KVI«f. R#**tf>fc&. R'ii. #8Rttl~8T4H* 

**WLTt.J:v^7x=/Pr/l'*y'f^«. **ftl~ 

ft 1 ~8r4HW**LTt»J:vvr^3*S'ifrrt'#=rt' 
!SaR»l~8T»««S-WLTt,J:»-v/NOTA'3^ 

R. R'^-oictr-jT/Noy^. = hoft*tn*.xi» 
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[Ifc*JH9] Tia3SVllT*?*l4^tt«ttBWc. 
[fc8] 

R R* N- (CHj)o— NH 

o$c » 

««r*LTtJ:v^riP*y-f/t«. *SRftl~8T4H4 

S. Jfc»l~8T*HWra*LTi*kv\oTA'3* 
^/P^^JP*. fc&V*UW«l~l 2TO-K>M 

R, R'*«— ofcr$roT>MJ**>\ -hnfc«v*£Xh 

Hfc9) 

R R" N— (CHj)n — NH Q 

35VIM4'. R#***>i:*. R'li. KKR1-8T# 
«R«-*LTtJ:or/^y'f^«. «*ftl~8T# 

i '^***LTiJ:VV7x>'*i'Trt'jO./-r/P«, £ 
*» 1 — 8T#«JBfr*LT t J:k»r;P3#^A'.-tfi 
*«. «SMatl~8r4HWR€-*LTtJ:vvNOTrt,3 < 
+3"***=il*. *«W44«aS»l-12T^>-tf>' 

t^^yxi/WT^a^^^^/HB^jjrt. 4^ 
R. R'a< — 3tc5-->T/Noy>-. =.hoAi^ij<h 

LTC X^WtMU 3 H 
*. n»12*»*>l 2<0fflR*ijT*\ 

[0001] 
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znxamt LTumzmmztrs rat**. 

[0002] 

[flaw***] rhe-ttiw^ir^fcai. **±»> 

«£- ri/rt^y <^=. • *W) n&ssl puva 
<y?u>-««i**«of) Kg. mmv9+vm 

10 *t«ttt*<, WWto^ KW8W±. Oftttttfi 

wawaffinatj: h&memm • outvies • ma. ■ 
** - ?<r>WHtmtmmt tt^x^t. * 

h*4 f«£te*ttHvoo** <«Wl|*e.«tffeft. 
27 [mvple 16] 597-602. 1 995. 

HUK&ft. 27 [supple 16] 603-609. 
199 5). The-HJjfc|»fcfc*fc4»vCtt. Th ! 

-«r*>fcT h 2«BStt<0ttSC ft 0 . Th 2tno>& 
20 o>f«*>— 4*4 V^-o-f^-SSrifo 

1M h*>f yndtt^lll. JHUtVaftflEMBa 

**fc*->Tvvfc. «->T. Th2«MHttfc»rf* 

[0003] — jRfc. «fts$*u£ t h<0&»«SJCfc& 
fclftWfcfc 4~8l«3ttfc**fc * 0 2 4-4 

ate phase reaction of the type I al lerjyTA 0 . T 
h 2*v*«n-*B • IHW^aKKboTv****** 
*.* J: S MOSc*. BfK&&. 27(5). 

564-574. 1995) . Z9)J:$IZ % TUT-tt 

d [ o o o 4 j *&#ML4&bmm*ixfcs*# 
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vtotf^ttt-yx^h. mta. 1 -aw- 1 h-4 
u. ts^'f^jHr** i — r vr**- 1 h— f 5^ 

V[4. 5-c] *S*J>-4-TZ> (4 5**F) 
LTVKojHD^ircV* (ft*H»IHB14 5 
34 09. *fi»«WB4 68 9 3 38#. *SBSSHB4 
698348^. *S»HHB4 9296 24#. Rftfft 
WB385630*. *GB«WI5 34 69 0 5# 

*> . l*l**<6. -tfi^fcaiabx^sv^mav 

tffl»SKaWWfffflllll»«*lTV^V». 4 - 

«1fflFF3-2 64 56 2#t=li^SiLT^**«. JJft 

[0005] * 
X 



10 



*4>. 

(0006] 

< 1 ) TE5trc*iS*l.ST5 Ft***. *iJtar**>E 

[0007] 
HfclOl 




(og B — n-^ 



(I) 



30 



[ o o o 8 ] *i +. xut*xaFF * ftiinoy vi? 

*«*>U mill 9 ff>»te. n«±2*»4l20fi 

[0009] < 2 ) JJB ( 1 > CIMUOTS FSHM** 

[0 0 10] (3) TJE3SII"r«3ft*;*I*>T5 F» 

[001 1] 
[ftll] 

x'— (agi-com- (ayn — n— ^ 

(n) 



[00 1 2] SCI!*, X'W/>oyvK^SSW5L. m 
lil*»«.90fflS*. nli2*>*,l 2<r>Bk*irrt. 

[ooi3] (4) -ns&ii"cm%nb*i0)T$ f» 

[0014] 
[All 2] 
HjC=CMCCNH- (CH^n — Jf-^ 



* [001 71 
[ftl3J 

H,N- (CH^n — N — ^ 





[00 1 8] 5*11 J«f. nli2*»4>12«HHR*ijr*\ 
[0019] (6)TB*IVT«S*l**IOTSHi)l 

[0020] 

[fci4] 



HjN- (CHja—N—^ 



(IV) 




(n' ) 



[00 15] JJtir*, n«2*»^ 1 20«te*^-. 
[00 16] (5)TEXIirC»8*l**ia ; 7 > $Ptt 



I002 113SW. n« 2**4.1 2«fi»tjirr. 
[00 22] ( 7 ) TS5SVT*S*l.*S«l<0r5 HttW 

[0023] 
Otl 5] 

B R*N-(ayn — N— ^ 
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(V) 



[0024]3fiV«t>. R*t*JW)t*. R'tt. 
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~8T4H*M**LTiJ:^TA'tf>'-r;m. KSRftl 

&*JRl~l 2T'<.>-fcf>'8Lb'\cry>\ ^hnttH 
tt* h^s^BaiSr^fLTtJrk^iy^^T^y-f 
;Ht. K3B«l~8T4Htt««-*LT<,J:^T^3*^ 
<r/HJ«^yt«. #f*»l~8"«Htt«£tfLTi.fcvv\ 

nU2^12««»S*t. . 
[0025] < 8 ) TKSeviT««t**J«>T$ Ft* 

[0026] 

[fcl6] 

B R'N-(CHpn 

20 



S. «*Rl~l 2T^>'-tf>iU;/\D^ -bah 

JW»1~8T4Mt«£WLTfcJtvvr7W3 
^isUnrt-tV*. #8&«l-~8T4H*«**-LT<,.fc 
V\z\OTiP3*>'^A'#^H|. **».*ttiW«l~ l 
2T^V-tf>aLb/\oy>\ -=.hDft*nii> 

H««^6. ntt2*»M 2<Offlft$'j5c*-. 
[003 1] ( 10) TEiSVIIIT«*#LtSCIwrS 

[0032] 
Hfcl8] 

R R'N- <«,>!»— Ml 0 




[0 0 2 7] *evi*. R*«*»tf5i:*. R'tt. 

i~8T*HK«£WUtfcJ:vv\oT;V'j»./>fvws. K 
5RR1— 1 2T'<>'4£>'m±.'\ay>. — bUhh^At 

* b* s*m&t *r vr t j: v \-? x ~/ur/^ y * a, 

«a»l — l 2T^4f^U:Aoyy. -ho* 

y<*A*, «*»l~8TiHOB*WLTt.J:v^rA'3 
*S^*#s*i. «tJWtl~8T4HK*S*LTt,J: 
WNDT^n^^j&^ryp*. **v*ttfla»l~l 
2T'<.>'*>'«Lh/\oy>' v =hnJi*vyi^K*^a 

t»*$-WLT t J: V x=aW7VP3# istjlUXZiA,^ £ 
ipTf. 4*:. R. R'*« — ^tC'Sr-jT^NO^'^. - hn 

H$-»rtW"*. ntt2*»£l 2<0KRt^rT. 

[00 28] (9) TffisSVIITiESfl.iSClWTS K» 

[00 29] 



[fci 7] 

RH'W-(C« J >o— NH 
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(MI) 
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[00 30]S*V!I«K R#**Oi&. R'tt. KXR 

i-8T4M«it«rLTtJ:v^r;^y>f^ «*& 



[oo33]5«vni«»». R*«**oti, R'tt, mm 
•l^sr-^ww^UTtJiv^r^y-f/ni. #t* 

ft 1 -*-8T3HKtttr4r LT t J: i vnot/Wj* ./ -f >PS, 
- 1 2T^^>-aLhMDyv. - ho*>*U 

X. #a»l~l 2T , '<>'«>'«Lh/Noyv. — ho£> 

>^/i** *wan-8T^rttii«-*rLTt.j:v^r/i'3 

^i/A^^ZA*. IftJRRl— 8T#«*£*rLT«»J: 
vv\or^3#^XrA'd«ciA«. a*nttflt*«ti~i 

UT t J: v>7 x — /UT^n^^A'.ifi/pa* 
arf. R» R'* s — ?tzZe->T'^&yy. — ho 

KS-JEMM**. ntt2*»4>l 20>fflftfcijt*-. 

[0 034] *V. j£Vl. SCVIIfc:*Ht*R. R'ttTS 

y*<ofia»va>o. »at=tt. r-t*-^ yoe*=. 
e/<o^f/K iu. x b*isi)n,#—)i>. x 

>^i^*/Pdf=7K iso-rh^^/U-ttXA-. tert- 

[003 5] ^!<OYt^«K0E*fl<JlC^SL-3£B«<ttD 
ffltLTtt. ffilfi. A^bfcSMt. fiBK. ffR. 
B* . >K, 77rt«. 7x^». y vrf 
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[«EW«a8<o«B] *«W>2SlT>n3*i.*lf»5rT 
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02 . 4 -^dd- 3 ho* y u vu^owrr 

*0» #7'JXjU0)im (Q».Ber.. 1918.51.1500) * 

^i^TSV^yTSyflaMlctiMOO^K (Syntii.Co 
«n.. 1990.20. 2559. J.Med. Oxa. .1988,31.898. J.Or 
«.Qh., 1981.46.2455. J.Aaer.Om.Soc.. 1941.63.852 

wosusti, mzzmt (»±i,<i±h ox.+n>T$> 
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[0040] Xg (3) i=J3WC. SCVIIOft^UlSrh 
[004 1 ] X8 (4 ) tUa^T. S*VI«>fc£*»T5 
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1 1 



EjQfc&e-xft-f* tikta. maw 

tert- f h*is1itVi£=Ji> ( B o c ) P)t*£UMmKcM 

[004 2] IS (5) tavvf. a3«8aW»0^ 

h. 10 
1004 3 J 18 (6) IZ*SWT. X-h?l>-7 (M 

[0044] XS (7)fc*WC. «*ffl*±S>*IM: 

**. 

[0045] IS (8) ttiJt^T. SftlllWt^ttfcM 
OTA^>*fcfcLfc*!ij*J§* (fcfcitf. N.N- 20 

p-h^xvxA<*x/M-*S' ) 5tfc*) TaBJ|J»-fufe 
[0046] XS (9> iCdSWC. SCXKOflS^rti^fll 

*^7SH. -X?./-A<. I^y— yp. n-7tx/ty 

«» (fck itf. F y gift* 'J 

[0047] *»i»^«CIT*S*l*r S KSWWk&V 

*. *~r±^ nm. mm. mm. mm*. a * 

vv&*!*H±, "RAM. iSKJW. j£**J, 

tok LTJi, R#*L jWWJ, JftXffL ** 

*. H«*fl. mm. mmm. jubpl 

». WOMB**. flNBW. **«*k-*<*»f£*i*. 

[0048] m*><tz*&v**imi*m±. »tL s> 



1 2 
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«»W0»*k*. 

[0049] AI«>fl:£ft&tF*aKftfeBtt. m 

[0050] 

[Stttfl] J»=. *JWS-Wt«k:J:r>TS Sterne 

•r-^tt. I RJl^ hA4±B*4H6l R-8 1 0. • 
H-NMRW hA'tt Varian Unity 400 MS W 

[0051] (ftttMl) 

4- f 3- (Kyy^ ^iKai.Tgyi thk 
^TSy] -2~^oo-3-xKo»yiiv^» 
2.4-^no-3-xho*yy^o.l 9s (o. 

7 6 8«ol) ZU/N- (OS^Ach^^A^XiW) - 
1.3-ro/XyS^TS^O.l 6« (0 768— ol) 
frhyx^TSVSal*. 7 0TCtSlBRUTl*qBl 

^>izmmL. *at, tat <m s so«> 

«ETff*LJt. a&*i'y*? , **?A?tr?h*' , 9 
7-<~fcftU. n-^tV-HIIf-A' ( 2 : lv/ 
v) »»M#fc:J: 0, 4 - [ 3- C^i>A^^** 
*aP7Sy) TToeiPTSy] -2-^no-3-x 
ho^yy yo.27g (0.65 l-oi) t«fe»*k 

*. 

[0052] 'H-NMR (CDC 1 ») 8 (ppa) : 1. 
79 (2H,m) . 3.35 (4H.m) , 5.02 (1 
H.br) . 5.18 (2H.s> . 7.15 (lH.b 
r) . 7.37 (5H.m) . 7.57 (lH.t.J-fi. 
0Hz) . 7.73 ( 1 H. t. J = 7.8Hz) . 7.90 
(lH,d,J-8.4Hz) . 8.21 (lH.d.J-8. 
0Hz) 

[0053] (9tdtM2) 

3- T = y-4- T3 - ( JL^~ rt,T 

sy) 7oe»7syi -2-»op*yn ^<r**c 

4- [3- CO'^Jl^^A'rttXA'rSy) me 
A'TSy] -2-^DD-3--hoVJy0.27 

s <o.6 5iHoi) e-^^y-ynoaitawiL, a 

«Utlal&tflR»0.22g (0.390M91) tjDi* 

aT2^fawfL7t. EiRSittinKafcWR^hy^ 

« ( N ai SO* ) ft. WttiSffT«*Lfe. a«t^ 

y^y/U*5A^ovh^97 4-fcftU ^oort^ 
A-^/-*(30 0: lv/v)JSaj»»tJ:9. 3 

-rsy-4- [3- i'OzSA>**isj[tn,#=ji,T$. 
s) rotr/prsy] -2-^oo*yy>o. l 2« 



1 3 

(0.31 2aaoI ) *ftftfi»3fe£ LT*£. Z<nL<n 

[00 54] 1 H — NMR (CDC Is) fi <PPa) : 1. 
76 (2H.m) . 3.30 (2H.m) . 3.42 (2 
H.q.J=6.3Hz) . 4.21 (2H.bs) . 4.44 

(lH.br). 4.92 ( 1 H.b r) . 5. 16(2 
H.s) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) . 7.89 (2H,m) 

10055] (5**M3) 

1 - f ^- Kv^*-/^-)UTsy) Toe 

A,1-4-^Q P-1H-^5^VT4. 5-c1*y 

3-rsy-4- [3 - eossA'ttisjini'tt— a?t 
sy) 7T»e/i/rsy] -2-*oD4 r yy>'0.i2 

g (0.31 2aaol) fch!)X^-/nrA'h*A'>— hO. 
5 2al (3. 12-dI > 1 0 OTStSfflRLT 3 . 

5««flBTL^. fiO&»<rlCETMLT. 1- [3,- 

( o : ja>**< istt)\s#=ji> r s y ) -4- 

^DD-1H — f S^V [4. 5-c] ^yijyo.i 2 
8 (0.304-ol) «-39teffifrfc LT»fc. C<0i> 

[0056] 1 H — NMR (CDC It) * Ova) : 2. 
24 (2H.m) . 3.36 ( 2 H. q. J =6. 4Hz) . 
4.67 (2H.t.J«7.0Hz) . 4.95 (lH.b 
r) . 5.14 (2H.s). 7. 3 1 -7. 3 9 ( 5H. 
m) . 7.62 (lH.t. J = 7.8Hz) , 7.71 (1 
H.t.J=7.8Hz) . 8.0 9 (lH.s) . 8. 1 3 

(lH.d.J=8.4Hz) . 8.21 <lH.d.J = 8. 
4 Hz) 

(0057] (.98W4) 

1- ( -4-»no-lH-^ 
rVr4.5-c1#yU>.iH WB^l£ 

l- [3 - <*t.>'i;/u**>'AiUtf—/uT $ s ) rotr 

*-] -4-^no-lH— f S^V [4. 5-c] *y 
•J^0.12g (0.304aaDl) *=#Mt**-i« [ 3 
3*] 3il«rjD£. SaT1.5«HSH«fL.fc. KJ&ff 
fcttETaWU »Wfcr 1 N -TtfBHfc-f- f> y ^-Mc»« 
&tf*tt*fcJn£?oo*/PAT5 Etta* L7t. <£« 
(NatS04) ttS*£KffTaY*U JEtt^'Jay 

*y-VW-3 2X»tg ( 1 2 : 6 : 1 v/v) *aflBM= 

±9. l- o-rs^roevu) -4-^qo-ih 
— [4.5-c] *yyi'-iwaa6 0w (o. 

1 8 7«ol ) «:Si«feEH*i: LTWfc. C^t ovMtK 

[0058] 'H — NMR (CDaOD) * (pp.) : 1. 
94 (3 H.s) . 2.3 9 (2H.m) . 3.12(2 
H.t.J=7.8Hz) . 4.82 (2H. t.J = 7. 2H 
z) . 7.70(2H.m). 7. 97 ( 1 H. d. J =8. 
0Hz) . 8.27 (lH.d. J = 8,OHz) . 8.41 
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1 4 

(lH.s) 

[0059] (X*M5) 

- c i y^-4 -73 

l-(3-7S/roe*) -4-^OQ-lH— i s 
r V [ 4 . 5 - c ] * y V > - MM 6 0 m ( 0 . 1 8 7 
■nl) *MfiEMB£0&¥£A*U A* 1 OalXtf 

awrFSfcr^-r 5«i zu*. . 1 5 0 t:«=ttRLT 

HMtfLfc. BOtWfcHETaWU Btt*4**05* 
10 ttBJKLl N-*a^^MJ*A*SS0.5al*ln£ 
fc. «as«i«:rKtx^y-;k*»^|HSJIut. 1 - 

( 3 -T 5 t/U) - 1 H-- f 5 [ 4 . 5 - 
c] *>"J 4 -T5>-1 lag (0.04 5 5— ol) 
fe«irei8«ISfl (tnp : 243~24 5T: U/ttfi) ) 

**. 

[0060] IR (KBr)cr' : 3320. 31 7 
0. 1650 

1 H — NMR (DMSO-d.) 8 (ppa) : 1.93 (2 
20 H.m) . 2.57 (2H. t. J=6.6Hz) . 4.64 
(2H.t. J = 7.0Hz) . 6.55 (2H. s). 7.2 
6 (lH.t.J = 7.2Bz) . 7.44 (lH.t.J = 
7.4Hz) . 7.62 ( 1 H.d. J -8.0Hz) . 8. 1 2 
( lH.d, J=8. 0Hz) . 8.19 (lH.s) 
[0061] (9EK0I6) 

4 - T3- (tert-^K*^it>rf{^-r sy) y P e 

jursyi -2-»op-3-zi>D*y»ygM^ 
2.4-^DD-3--ho*yyyo.5 9g (2. 

4 laaol) (tert-7>*^*/P;KrjU) - 

30 1.3-7Toyt^S^7*5V0.42g (2.41anl) * 

h'jiwsyioti*. 7ox:«iaRLTi. 5* 

*(t>f-WVWS»L. taKNaiSOi)ftX 
?TXL. 4 - [3 - (terl-7'h^W.-K^ArTS 

y) rotr/prsy] -2-^oo-3--ho#yy 

^0.6 1« (1.6 0-oD £*&aSA(mp : 159 

— 1 6 i"C) tL.r»fc. z<r>h(7ynft*&tto?—9\± 

40 [0062] IR (KBr)cr' : 3310. 168 
0. 1580 

1 H — NMR (CDC la) * (ppa) : 1.50 (9H, 
s) , 1.77 (2H.m) . 3.27 (2H.q.J=6. 
1Hz) . 3.36 (2H.q. J = 6.0Hz) . 4.82 
(lH.br) . 7.3 7 (lH.br) . 7.55 (1 
H.t.J = 7.8Hz) . 7.72 ( 1 H. t. J -7. 7H 
z) . 7.89 (1 H.d. J -8.2Hz) . 8.27 (1 
H.d. J=8.4Hz) 
[0063] (JOtM7) 
» 3-T5y-4- T3 - ( tcrt - 7 K * 



( 

1 5 

4- [3- (uart-yh^^^ju^rsy) rot: 

g <0.70«»1) *x*y-rt,7alfc*JKU «tr 
t [II J • 2*IW*0.55k (2.45a ol) «Dil 

•«SMfeaaLfc. »fflakEie««-2N-r^=r* 

t*»t. ^oo*/^T2SttajL. s» (***) . 
Kli (NaiSO«) «. MBET»KSW3cLfc. 

If f-lHKx-y-rt, (in v/v) »ai»»t Jt 0.3- 1 
TSy-4 - [3 - (tert-yr-*s^A^Xrt/rS 

y) rotA'Tsy] - 2-;Do*yy>o. 1 5g 

(0.4 2 8-oD SrSjWfetSAt LTftJt. 

(00 64] 1 H-NMR (CDC Is) * (pi*) : 1. 
49(9H.s). 1.73 (2H,m). 3.29(2 
H.t.J=6.2Rz) . 3.35 (2H.q. J = 6.0H 
z) . 4.28 (2H.bs) . 4. 6 0 ( 1 H. b r ) '. 
4.75 (lH.br) , 7.44 (2H.m) . 7.87 

(lH.d. J = 7.6lte) . 7.94 ( 1 H.d. J = 7. 2C 
6Hz) 

(0065) (9BtM8) 

1 - T 3 - ( t e r t -Th*^,^-,U-rS: J ) T 
pe/VI -4-»on-1H^gy/f4.S-cl 

3-7S/-4- [3- (tert-rh^rv'^A'^-^T 

$y) roe/wrsy] -2-^oo^yyyo. 1 5 

« (0.428-oD ChUxf-iP*/Wh*/W>— hO. 

3 6«i (2. 1 4uvi ) fejniT. i o otrc2iaa$ 

*fc8 0Tm*»fUi. KK»^liMErll 30 

U ?oo*^->^>- i 50 : 1— l 0 0 : 
lv/v) »BWHCJ:0. 1- [3- (tert-rM^ 

*;prff-^rsy ) rot/w] -4 -^c7o- 1 H--f 

[4.5-c] *yyv0.14s (0.388k 
I) (mp : 1 5 5--1 5 6*C) t LT# 

(0066] IR (KBr)cr 1 : 3380. 168 
0. 1520 

'H-NMR (CDC li) * (pp.) : 1.47 (9H. 40 
s). 2.22 (2H.m). 3. 3 0 ( 2H. q. J=6. 
4Hz) . 4.68 (2H.t, J=7.2Hz) , 4.7 (1 
H.br) . 7.6 6 ( 1 H. t . J =7. 6Hz) .7.72 
(lH.t.J=7.6Hz) . 8.09 (IH.s ) . 8.1 
6 (lH.d. J «8.4Hz) . 8.2 1 ( lH.d.J = 
8.4Hz) 

(0067] (XJtM9) 

1 - ( 3-T$ S-ru^A,) - 4-»DD-l H-f^ 
yyT4.5-c) 

1 - [ 3- <U=rt-:/h*i^/l<;f(-/PT= y ) 7Dt 50 
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1 6 

A-] -4-^DO-lH— (5ry [4.5-c] *y 

y^5o« (o. i 3 9m>d ^wkx-f-^a^j-^ 

ML. h'J7^oiW0.1 lal (1.39«>l) *Jb 

l N-*aHW- h y i «i«yjw*ftjox., 

^ DD*^AT 5 BttiB L . <Bt (NaiSCs) ttME 

***tt) Thv+*u-hLxms*irnL. 1- 
O-rsyroKft') -4-?do- i h— c sry 

0 [4.5-c]#yy>'i4Bi (0.0536«ol) fcfi 

(0068] IR(KBr)cr>:3400. 159 
0. 1510 

»H-NMR (CDC l»+CDiOD) 9 (ppa) : 2. 
06 (2H.m) . 2.72 ( 2H. t. J=6.8te) . 
2.98 (2H.br) . 4.64 (2H. t. J = 7. OH 
*) . 7.57 (lH.t, J=7.6fe) . 7.61 (1 
H.t.J = 7.6te). 8.03 (IHs), 8.05 

(lH.d.J-8.0Hz) . 8.1 1 (lH.d. J-8. 
OHz) 

(0069] OfcttMlO) 

I- (3-TS /-m^M -i H-^g^N..! 
-c1*y>J y-4-T?y^it f-f">?) 

l- O-rsyroe/v) -4-?ou-ih— < s 

4*/ [4.5-c] *yyvl4ag(0.05 36Mol) 
t-IIEiailb iJLV fcAJu y ^ y -/p 5 ■ifi.t^jjTF* 
*7*^*-T3Bllrani. l 5 0*C«ffl*LTlWfff 

y>A*»*o.3titJDi«aB%tr*'TRUT. 1- 
<.3-T$STnXn>) -1 H-4 SrV [4.5- 
c] #yy>-4-TS>'8«( 0.033 la»l) t 

[0070] (mtnii) 

ajUfciPTg y) Tn^i - 1 H-^g^/ 

1- [3- (tert-y r-^i^/Utfj^A-TS y ) TDt 
A-] -4-^QO-lH— (S^y [4.5-c] *y 

y^3o« (0.083 1— oi) t^^rsyiii 

*JoA. 1 5 0T^JnftLT3iMBI»PLfc. «ET3i 

*-HJ?**jMrctti»u est (Na>soi)tt. « 

79? 4 — JcftU ^ooj^/WA-jt^y— ( i 5 
0 : 1 v/v) fcaiWHCJ: 0 . 4 y- 2 

- [3- (tert-rmr^/P^XA-TSy) rne 
A-] -1H-- fsry [4.5-c] *yy>3 5« 
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(0.0 81 laot) (mp : 17 1-17 

2.5X1) fcLTfcfc. Znhcrxrrtrt&R&r-fim 

[0071] 1R (KBr) a 1 : 3330, 170 
0. 1 590. 1 540 

'H-NMR (CDC la) 8 (pp.) : 1.46 (9H. 
s) . 2.1 8 (2H.m) .3.25 (2H.m) . 4. 
57 (2H.t.J=7.0Hz) . 4.64 (lH.b 
r) . 4.95 (2H, d. J = 5.2Hz) . 6.05 
(lH.br) . 7.26-7.36 (4H.m) . 7.4 
7 (2H.d.J = 7.6lfe) . 7.51 (lH.t.J = 
7.6Hz) . 7.82 ( lH.s) . 7.92(2H.t.J 
=8.0Hz) 

(00721 (%JtMl2) 

l- ( 3-r$ yT-ptr/p) -1H-- f srr T4.q 

4- ^vy^rS/-l- [3- (tert-n#y 
#/P#-/W$y ) TrotT/P] -1H — f srru. 

5- c] V^30«(0.O695i«l) *4rK3a 
liSWKU *!Mfc/t5**>A-** [2 OX] 0. 1 g 
Srftli 1 BttKKKUfc. RJKff^Wi L»ET»«S- 

(6 : 3 : lv/v) jmBWH OBWUKOfHSISSrlf, 
T/Pj&'JWSTISftfcffRU 1 - (3-T5/rne 
A') -1 H->f5r/ [4. 5-c ] ^fy«J>-4-r 
5V7« (0-O2 90»ol) LT» 
fc. Ctt(»a«*MiflB2. Sdt«50fl:^illt-«L 

(0073] (HJt0U3) 

4 - f4- ftgrt-^K^io frA^X/iyrgy ) T*fU 

rsy) -2-*oo-3-xKo*yijyg>^g 

2,4-y?DD-3-iho#yyy0.72g (2. 
97«.ol)3ltfN- (Urt-rh^^/W-*) - 
1.4-y7ay7^0.56g (2.97«wl) Zh 
•Jif-/VrS>l 2-1 7 O-CCftBRLT 1 . 5«ffi3 

U ISKMgSOOtt. XffTS«£«*L 

fc. fS&ttrn-^yy-iSx.-l-A'X.— f-lU ( 1 : 1 v/ 
v) Thy-f-AW-htTJTXL. 4- [4- (ter 

t-7h^y*^z^7i/) r-^rsyj -2- 

7DD-3--ho^yijy0.9 7g (2.46not) 
Sr*fe»*(inp : 12 5—1 2 6.5"C) t LT» 

[0074] IR(KBr)cr':3340. 328 
0. 1680, 1540. 1520 
•H-NMR (CDC Is) S (pp.) : 1.4 6 (9H. 
s). 1.63 (2H.m) . 1.78 (2H.m). 3. 
1 9 (2H.q,J=6.4Hz) . 3.47 (2H,q.J = 
6. 1Hz) . 4.6 8 ( 1 H.br) . 6.4 1 ( 1 H.b 
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r) . 7.52 (lH.t. J-7.7te) . 7.74 (1 
H. t. J-7.8Hz) . 7.91 ( lH.d.J-8.4H 
z) . 8.1 1 (1 H.d. J=8.4Hz) 

[0075] \mm\4) 

T 4 - (tert-^K»y->»/l,rf?-rt,-r 
$y) yl -2-*pp*yiJ>g)^S 

4- [4- ( tert - r h * is1}fl,X.—A,T S. J ) 7*?-^ 

( 1.27M01) *X*y-;H 3«lfc«*U «<W 
10 T [II] • 2**fl»n.0K (4.43moI) fcjDilBJ 
ISttflKflKLfc. KISS* 2 N - TS'txrjtosAtt. 

^Qo*^A-r2B«ijuL. («a*) , te»(N 

»x*-* ( 2 : 1 v/v) JRtMjMcJt o @«*S-**>, 
*lf«*tt5*X*-;PX-- f^Th'J-f-aU-hUT. 3 
-TSy-4- [4- (tert-rr^jfrA'tfXrt'TS 

y) r^/krsy] -2-^no#yy>o.i 2* 
(0.32 9moi ) tm&mak lt»*. zntw) 

20 #5t^-r- ^lUaTOjl 9 T* * . 

[0076] IR (KBr)ar' : 3270, 168 
0. 1540. 760 

•H-NMR (CDC la) 9 (pp.) : 1.4 4 (9H. 
s). 1.64 (4H.m) . 3.17 (2H,q,J = 6. 
0Hz) . 3.27 (2H. t. J = 6.6Hz) , 3.89 
(lH.br) . 4. 15 (2H.bs) . 4.59 (1 
H.br) . 7.4 7 (2H.m) . 7.77 ( 1 H.d. J 
= 7. 61b) . 7.89 (lH.d. J = 7.2Bz) 
[0077] (1919115) 
30 1- T4- (tert-^S^ynt^K^-Tg S) T+ 
*] -4-ynn-l H-^?^/f4.«i- g 1*/ 

3-TSy-4- t4- (tert-rh^^*lWfX*.T 

$y) r-f-^rsy] -2-^Dovjyo.i4g 

(0.384—dI) (ChUX^/P^h^iP^— h0.3 
2.1 (1.9 2«ol ) trJntf.. 1 0 OTCCJBfcLT 1 * 

Artmx9w?V?77 <— tCftU ?DD*/WA-^ 
^y-/l^ ( 1 50: 1-1 00: lv/v) JgSJB^tCj: 

40 i - [4- (tert-ri>*>'*;^xA'rsy) r 

*/U] -4-70U- 1 H->f 5rV [4. 5-c J df- 
yy^0.12« (0.321-nl) SriSffifett* (m 
P : 14 8-1 5 01C) i:LT»fc. .I<0t,*)tf>#5fc* 

[0078] IR (KBr)cr 1 : 1695, 1510 
'H-NMR (CDC la) S (pp.) : 1.4 2 (9H. 
s) . 1.6 2 (2H.m) . 2.06 ( 2H.m) . 3. 
21 (2H.q. J=6.4Hz) . 4.58 (lH.b 
D . 4.65 (2H.t.J=7.4llz) . 7.66 (1 
«0 H.t.J = 7.2Hz) . 7.72 (lH.t.J=7.6H 
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z) . 8.02 (lH.s) . 8.1 3 (lH.d.J-8. 
4flz) . 8.21 (lH.d. J-8.2Hz) 
[0079] (JtttMl6) 

i-(4-rs/y^i -4-^no-iH->f 

'/f4.5-c1*>MJv<r>*tf 
1- [4- (\*Tt-7h*~s1tnsX=MsTz.J) 7+ 
-4-^OD-lH— f S^V [4.5-c] *J 
y^O.lOs (0.267«ol) tmfot+WtwMZ 
SWU h!l7A^4-D|NK0.21al (2.67al) £ 
Jtti*STl WfffLfc. RJBa**ffT«*U Btt 

tci N-*tnk-t* h u^A*»«2«ijiv«a*tini 

T 7DD*A<At 5 HJtt/U L » t&K (NatSO*) OK 

Thy-f-jLl^-hLTWaHHtTOL, 1 
- (4 -T5 -4-700-1H— YS^V 
[4.5-c] ^y>|^4 5« (0.1 64»l) £891 

[0080] IR (KBr) cr> : 3400. 295 
0. 1.670. 1 520. 1 360 
1 H-NMR (CDC1.) 6 (ppm) : 1.51 (2H. 
m) . 1.96 (2H.m). 2. 6 6 ( 2H. t. J~7. 
2Bz) . 3.03 (2H.bs) . 4.53 (2H.t.J 
= 7.4Hz) . 7.56 ( lH.t. J = 7.4Hz) . 7.6 

0 (lH.t.J = 7.5lb) . 7.97 (lH.s) . 8. 
02 (lH.d.J=6.4Hz) . 8.04 (lH.d.J = 
6.4Hz) 

[0081] (SOt«17) 

1- (4-T$s7+n,) -tH -^^/ri 

c]*yU>-4-TgV<nA* 
V [4.5-c] *v"J>40ac (0.1 46a»l) iWt 

ir mtm s tm tzTju *9s-*amiR.vH&met#T 

y*-T4m\t:tni.. 1 50-C«ffl*LT 1 *J»?L 

1 N-*iwk^h y7A*»«o. 5«i*jd£*:. mm 
a**«KLx*y-/i*»*jiii*LT, i- (4-rs 

-iH— rsrv [4.5-c ]*y •/>- 

4-TS>-14«g (0.0548«ol) C-Sfttfc&ttA 

(mp : 227-230. 5T: (#M) ) t LT*fc. 

[0082] IR (KBr)ar' : 3340. 318 
0. 1650. 1 530. 1400 
•H-NMR (DMSO-ds) 8 (ptm) : 1.30 (2 
H.br). 1.39 (2H.m). 1.89 (2H. 
n») . 2.55 (2H.t. J«6.8Hz) . 4.59 (2 
H.t. J=»7.0Hz) . 6.56 (2H.bs) . 7.26 
(lH,t.J=7.4Hz) . 7.44 (lH.t.J = 7. 
7Hz) . 7.62 (lH.d.J = 8.0Hz) . 8.05 
(lH.d.J=8.0Hz) . 8.19 (lH.s) 
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[0083] (500118) 

4-^V^T5 /- 1 - T4 - (fart-Tr^ f ^H. 
fr^TS J ) 7+H>1 -lH-^^/f^c;_ 

1- £4- (tert-rN^^rt'J^TSy) r*- 
A-] -4-^on-lH—f srv* [4.5-c] *y 
UV70« (0.187hdI) CO'S^TSS^al* 
feU 1 5 0t:ta0RLT3i«aHBf Ut. ttETrUff 

i-bvvA*mtrc&»u ta»(N«tso4)«. * 

0 : lvA) J§ajWHCj:»K 4-^^rsy-i 
- [4- (tert-rh^^jifiA'rsy) r^] 

-1 f S^V [4.5-c] *y!/V79«(0.1 
7 7-dI) *£rtS»3fc (mp : 151 — 153. 5T3) 

**. 

20 [0084] IR (KBr)cri : 3380. 331 
0. 2930. 1680. 1595. 1540. 124 
5. 1160 

"H-NMR (CDC 1.) * ( m ) : 1.42 (9H. 
s) . 1.58 (2H.m) . 2.02 (2H.m) . 3. 
18 (2H.m) . 4.55 (2H. t. J = 7.4te) . 
4.55 (lH.br) . 4.95 (2H.d.J=5.6H 
z) . 6.03 (lH.t.J = 5.6Hz) . 7.23-7. 
36 (4H.ra) . 7.47 ( 2 H. d. J =7. 6Bz) . 
7.51 (lH.t. J = 7.8Rz) . 7.75 ( 1 H. 
30 s) , 7.90 (2H,d. J* 8.0Hz) 
[0085] (XKM19) 

4-^Vi;;WTSy- 1 - [4 - (tart-Tr^i"** 

x=ji>t$.s) y+n,i -1H-- rsrv [4.5- 

c] VJy6 7ig(0.15O«Bl) **H5bI«» 
»U *KMfc/t5S*>A-*t*[2 0X] 0.1 5 s* 
**2BI0lHaMSL*:. «S»**»»U *ET«« 

(6 : 3 : lv/v) SaSfl-J: 9 BB<fl*<DBttf*Sr». 
T^UJMILTB8l*€:jPTXL. 1- U-TSyr* 
*) -1H-- f srv [4.5-c] #yyy-4-r 
S^14«g(0.0 54 8«»l) t«»fi©*fctT1» 
£<Ofc**Hfcttai. JgftMl 70ft^Hfc-»U 

fc. 

[0086] (SS3*H20) 

1- T3- f T4- f^-?-r ^t>j<K»y) -1 

0 .[4.5-cU/uy-4-Tjy^ 
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a) ?ooB«0.1 Og <l.l«ol)&m- (3 

-TSyrotiU) -1 H-4 srV [4.5-c] * 

yy>— 4-ra^o.24 g ( imD £N.N-y> 

f-rt'Sfr/WATS K3 0«lt3BSU 1 - < 
TSyrnkf^) -3-x*-/W*;Hltt/-f S H • ttlHS 
(EDCI ) 0.29g (1.5«ol) {rftU.TS&HT 1 
KHffU. EI6»C*£ani. ?Do*/WtlllI. 
?DD**A-^fy- A* (10: lv/v) ?3|§mx 
Lfc. SWifcASMcCiftfrU ttt (Nat SO*) 
«. «ffF**S:W*LT. 1- [3- [ (^oort 10 

TS/] TnW} -1H- f S^V [4.5- 
c] *yyv-4-TSV<3S£j«M:»*:. c<o<k* 
frliTOS&Sr*:*). »»maiW>EI5t=IB*>fc. 
[0087] b) a) TWfcilfcl- [3- t (*o 

[4.5-c] *yyv-4-rs>'«H4«liifrx^ 

y-A-5«iag|*U 4- (i^7xXA-*Mfi') ty* 

y^>- aa«ao.i4g (0.472— on atflHWc 

*th'J">A48mg (0.566wl) 7W 

fcftU ?nn*)W-^^y-A- (30: 1-20: 
lv/v)JRHB4J-Kli9« 1 - [3- [ [4- (>?7* 

-/py h*->) - 1 -wjiSyr-t+Ari rsy ] 7- 

otfA'] - lH--f=rV[4.5-c] 4f/'jy-4 
-TS>-2 0«« ( 0.0 3 64-dI) *jfc*fe#AWfc 

*'. 

[0088] IR(KBr)er>:3320. 165 
0. 1 525. 1 070. 700 30 
'H-NMR (CDC Is) 9 Ox*) : 1.70 (2H. 
m) . 1.86 (2H.m). 2.19 (2H.m), 2. 
27 (2H.t.J = l 0.4Hz) . 2.74 (2H. 
m) . 2.98(2H.s). 3. 3 9 ( 2 H. q. J =6 . 
5Hz) , 3.45 (lH.m) . 4.54 (2H.t.J = 
7.0Hz) . 5.49 (lH.s) . 5.60 (2H.b 
s). 7.21-7.36 (lOH.m) . 7.38 (1 
H.t. J=7.2Hz) . 7.51 (lH.t.J = 7.7H 
z) . 7.8 2 (lH.d.J = 8.2fc) , 7.89 ( 1 
H.s) . 7.90 ( 1 H.d. J=8.0Rz) 40 
[0089] (SSHH21) 

1 ~ r 3- (T?'JAT3y) TD^l -1H-^g 
*V F 4 ■ 5 - c 1 *J M >-4 - TS Vg>»tf 
1- (3-TS/7DW - 1 H-4 =rV [4.5 
-c] U>-4 -TS^0.24g (lMl)iN. 
N->'*>^A'*A'ATSK3 0ilWWiL, T?y/H» 
7 5vl (l.lnol) &V1- 
DtA-) - 3 -X^-A^/V*^'-* - § H . ffllftttO. 2 9 
g ( 1 . SwmoX ) imt^AT3. 5«HSWHTU:. RJ6 
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*y-A- ( 1 0 : lv/v) T4B*aitJ5:. *M£* 
«*T5tjf (Eft (Nat SO* ) ffc, ttEETWflteS 

#U ^notfAA-y^y-A' (8 : lv/v) Jfitfff 
4N=J:»)B«****>. **V£flfc*S«)?ocr*A'A 

ruitau- M/c*nu i-£3- (T^yjw 
s/)rDe*] -l h— rsrv [4.5-c] #y 
u^-4-rs^o. i4g (o.474«b>d trwmft 

mm (bp : 1 7 3~17 51C) fcLT#fc. 

[0090] IR (KBr)cr' : 3330. 320 
0. 1630. 1525 

•H-NMR (CDC Is) * (pp.) : 2.25 (2H. 
m) . 3.47 (2H,q. J=6.5Hz) . 4.61 (2 
H.t.J = 7.0Hz) . 5.47 (2H,bs) . 5.7 
(lH.br). 5.71 (lH.d. J- 10.4Hz) . 
6.09 ( 1 H.dd.J=l 6.8. 10.4Hz). 6.3 

2 (lH.d. J=l 6.8Hz) . 7.33(lH.t.J = 
7.6Hz) , 7.53 ( lH.t. J=7.8Hz) , 7.83 
( lH.d. J=8.4Hz) . 7.92 (lH.s), 7.9 

3 (lH.d. J = 8.2Hz) 
[0091] (%ftM22) 

1- T3- T T4- (S^gXAotS*^) -1 

MV^mtxjA *i rsyi tdk^i - i us s 

*V T4.5-C1 *yjy-4-T5yg)^t 

1- [3- (T^'J/PTSy) TUtA-l - 1 H — f S 

*V[4.5-c] */yv-4-7Syo. 1 2s 
(0.4 0 6hdI) $-x*y-A-l 0b1CJ«*U 4- 
(y , 7i^hf>') ^'Jyy-SattO.l 3g 
(0.4 2 7wl)atffl!IM*tM)«>i l 38sf(O. 

447»l) lW0*»«Lfc. TOR**?** 

l-^? v-lctfL*:. ^on*/i/A-^^y— iK4 
0 : 1 v/v) JSaJWUcJ: 0 BWft***>, 8JfV£tt 

x— rAT S'JfaU-h L „ 1- [3- 
[ [4- (y7i^K>-) -l-WJiS^y~n 

vty-f a-] rsy] rotrA-] -ih- f [4. 

5-c] ^yy>-4-TSV7 5« (0. 1 33sk 
1) *«*tMB* (mp : 1 78~18 2r) ktT» 

[0092] I R (KBr) csr> : 3330. 320 
0. 1640. 1530. 1080. 700 
•H-NMR (CDC Is) 8 (pp.) : 1.6 1 (2H. 
m) . 1.84 (2H.m) . 2. 1 3 (2H.m) . 2. 
20 (2H.m) . 2.38 ( 2H. t. J =6. OBz) . 
2.54 (2H. t. J =6.0Hz) . 2.74 (2H. 
m) . 5.48 ( 1 H.s) . 7.21-7.54 (11 
H.m) . 7.51 (lH.t.J = 7.7Mz) . 7.8 3 
( lH.d. J =8. 4 Hz) . 7.91 (lH.s). 7.9 
4 (lH.d. J=8.4Hz) . 8.68 (lH.br) 
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(0093] (SttM23) 

i - T4- < T»»jji/rgy> -y^i - 1 h-a 

»/r4.5- e 1»yi)v-4-TSV^tt 
1- -1H— f S^V [4.5- 
c]#/'JV-4-7Sy0.26g (laaol) S-N.N 
-i^-f-n^/PATS. H3 0al£JRSL. T^U/M»7 
5m! ( 1. laaol) &tfl- O-^f-iPTSy'rn 
tr^) -3 -X****j|K/<r s F • <S&JS0. 2 9 * 
( 1 . 5aaol ) t-jDiSKan Wflf Lfc. RJ6SKC* 
fcioA. 7ooifc/l'ATlH?felC7oo:tvW»-** 
y-A' ( 1 0 : 1 v/v) TMeHMJL*:. StiJBS-A* 
*T»»U (Na,S04)«. *ffT*«*S* 

U ;oo**A-^^/-* (10: 1—8 : 1 v/ 

v)*SiWH=J:0. l - [4- (t^ua-tsx) r 
■f-rtO -1H-4 S*V[4.5-c] #yy>-4- 
TS>90mg ( 0. 29 lmmo 1 ) *8»fe»3fc 
(np : 176-1 78X1) kUTIW:. £*>fc*><0# 

(0094] I R ( KB r ) car 1 : 3 3 2 0, 320 
0. 1640. 1 530 

* H-NMR (CDCIi) * (««■) : 1.65 (211. 
m) . 2.04 (2H.m) . 3.4 0 ( 2H. q. J = 6. 
7Hz) . 4.58 (2H.t.J = 7.2Hz) . 5.50 

(2H.br). 5.52(lH,br). 5.65(1 
H.d. J = l 0.2Hz). 6. 03 (lH.dd.J = 16. 
8. 1 0.4Hz) . 6.2 7 ( 1 H. d. J = 1 7. OH 
z) . 7.33 (lH.t.J=7.6Hz) . 7.53 (1 
H. t.J = 7.7Hz) . 7.83 (lH.s) . 7.83 

(lH.d. J=8.6Hz) . 7.93 ( 1 H.d. J = 8. 
4 Hz) 

(0095] (XJKM24) 

1- T4- T T4- (W^^ jlsXh*!,) -1 -K*t 

W^rransAnA rs y i -/ *jt,i - 1 h->c g-y 

T4.5-C1 »yi)>- 4 - T = yg)A rf 
l- C4- (r^yyursy) r^/l-] -1 H-4 5^ 
V (4.5-e] *y«J 5^-4 -TS>-8 5m (0.27 
5-ol) «X*y-/U7altC®*U 4- (y7x^ 
*!»*!✓) ^'Jy>-«W88ig (0.288w> 
1) aV#aMeJH-»»y>j»2 5«g (0.302— ol) * 
l«»9Kl»Lfc. LT»S. S*S 

fttfc. ^DD*;U->^y- A- (50: 1 v/v) jg 

asms* o swifiift. «ne*»x— t/ut h y 

■f-iW—hL-CrnU. 1- [4- [ [4- (y"7i- 

^ -l-tf^ys^ro/ty-fip] rsy] 

-lH->f =rV [4.5-c] 
-7SV48«(0.0832wl) 696©* (m 
P : 174-1 7 6*C) fcLT»fc. C<0t,<*0##* 
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(0096] IR (KBr)tr' : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

'H-NMR (CDC U) 6 («*) : 1 .4 8-1.6 
3 UH.m) . 1.77 (2H.m) . 2.01 (4H. 
■) . 2.30 <2H. t. J=6.0Hz) . 2.44 (2 
H.t. J-6-OHz) .2.63 (2H.m) . 3.28 
(2H.q. J=6.5Hz) , 3.37 (lH.m) . 4.5 
6 (2H.t. J = 7.2Hz) . 5.42 (2H.bs) . 
10 5.47 (lH.s) . 7.21-7.35 (1 1 H. 
m) . 7.51 ( 1 H. t. J=7.7Hz) . 7181 (1 
H.s ).. 7.82 ( 1 H.d. J = 8.0Uz) . 7.92 , 
(lH.d. J~8.0Hz) . 8.58(lH,br) 
(0097] (9HC0125) 

i- r 3- r T4- r u-»PD7rr in 7^ 
1- [3- (r^un-rsy) ycitrn,] -1 h— f s 

20 *V [4.5-c]*yy>-4-TS>'5 0ag (0.1 
6 9-oD *X^y-rt.5Bl«t»t. 4- [ (4-7 

no7xiA>) 7*iWh#y] etyy^-aoMB 

6 Oag ( 0. 1 7 8aaol ) & OTW&Je*-r b » «7 A. 1 6a 
« (0.186-oD titoiTlBlnSaKLfc. TOM 

(40 : lv/v) j8fflS^CJ:»)a«ft«r«ft. ffitt© 
^ttx-^Thy^JLU-hLTJTJL. 1 - [3- 
[ [4- [ (4-?nn7ir.rt,) 7xXiUj< h*^] 

30 -l -tr^y^'i^rovty^/io rsy] ya\ziv^ - 

1H-' f [4.5-c] 4f/!)>-4-7Sy4 

Oag (0.06 69-ol ) (np : 17 0— 

1 7 2. 5 "C) fcLT»fc. CWfcOOJHKWx-* 

[0098] I R (KB r) ca * : 3320. 320 
0. 2940. 1640. 1530. 1080 
'H-NMR (CDCh)J (pp.) : 1.5 9 (2H. 
m) . 1.8 1 (2H.m) . 2.1 3 (2H.m) . 2. 

2 0 (2H.m) .2.37 ( 2H. t . J = 6 . 0Hz) . 
40 2.54 (2H. t.J = 5.8Hz) . 2.72 (2H. 

m) . 3.37 (2H.q.J=6.4Hz) . 3.40 (1 
H.m) .4.59 (2H.t. J = 7.0Hz) .5.43 
( lH.s) . 5.45 (2H.bs). 7.2 3-7.3 
4 ( 1 OH.m) . 7.5 1 ( 1 H. t . J =7 . 6 Hz) . 
7.83 ( lH.d.J=8.4Hz) . 7.91 (1H. 
s) . 7.9 4 (1 H.d. J=8.4Hz) . 8. 5 9 (1 
H.br) 

(0099] (£110126) 

1 - T3- ril-»no> l7»/><Jt>7jy) TT7E- 
50 A>1-lH-^S^/r4.5- c 1»yiJ>-4-T 



(14) 
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i - o-rs^yotr/w) -ih— f srv*t4.5 

-c] *y»J^-4-TS^0.24g < 1— ol) *N. 

flHftO.l lml ( l. 1— ol) AVI - (3-!S*+n,T 
5 STuZrts) - 3 -x*Ar*iMl&4 5 K • fflffiMS 
0.29s (1.5h1) £an*£STM *MJfL*:. E 

***tt*-C«fci*U <8§ (NaxSO*)*. *ET» 

**e* Lfc. »aE«ri— rfc* fet=*r h y u- 
= y ) rotr/H - lH-'f 5//[4.5-c]*y 

yy-4-TS>'3 0ig (0.0867»l) fraSBfe 

[0100] IR (KBr) ar> : 3330. 320 
0. 1650. 1530 ' 
'H-NMR (DMSO-ds) C (ppa) : 1.9 1-2. 
04 (4H,m) . 2.26 < 2H. t , J = 7.4Hz) . 
3.12 (2H.q. J = 6.2Hz) . 3.64 (2H,t, 
J=6.6Rz) . 4.59 (2H.t. J = 6.8Hz) . 6. 
58 (2H.br) . 7.26 (lH.t.J = 7.4H 
z) . 7.4 5 ( 1 H.t. J = 7.8Hz) . 7.62 ( 1 
H,d,J=8-0Hz) . 8.03 ( lH.d.J = 7.6H 
z) . 8.05 (lH.br) . 8.20 (lH.s) 
[0 101] (9Ut0*2 7) 
1- T3- T T4- i~J-7^-}\,X h*cis) 

l - [3- (4-^an/t-y^y^rt'rsy) trotr 
^] - 1 H->f s^y [4. 5-c ] 4fyj>— 4-r 

5V2 5«g (0.0722— ol) . 4- (i^x^ 
r*v0 e^iJ^'v-«WK4 4« (0. 1 4 4— ol) 
SCONM* 4 Omg (0.289aol) fcN.N-y 
.X-f-A-jfrVWATS K3«I*V. 1 0 CCCJSRLT 81$ 

SiU OaSKNajSOO «, *EETStt*«*L*:. 

otfAA-.* 9 J — ( 1 5 0 : 1 — 7 0 : 1 v/v) 8 

f-iU-hLT. 1- [3- [ [4- (V7s.=Lfi,*Y 

*^) - l-e^'jy-^y-f a] rsy] yotr 

A] -1H-- f 5rV [4.5-c] 
5 VI Sag (0.0 2 6 0a»l ) tefiJB* (mp : 1 
5 8-1 6 2. 5*0 kUT»7t. ,TCOt03<7>4h3£rtt 

[0102] IR(KBr)or':3200, 164 
0. 1 530. 1070. 700 
•H-NMR (CDCls) * (pp.) : 1.62 (2H. 
m) . 1.7 7 (4H.m) . 2.10 (2H.m) . 2. 
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) 9 (2H.m) . 2.29 (2H. t. J-7.0H*) . 
2.34 (2H.t. J-6.4te) . 2.69 <2H. 
m) . 3.35 (2H.q.J=6.5Hz) . 3.40 (1 
H.m) ; 4.58 (2H.t.J = 7.0Hz) . 5.45 
(2H.bs). 5.47(lH.s). 7.19-7.3 
4 (HH.m) .7.51 (1 H.t. J=7.7Hz) . 
7.8 2 ( 1 H. t. J =8. 4Hz) . 7.9 2 ( 1 H. 
s) . 7.93 ( 1 H, d. J =8. 2Hz) 
[0103] (SSfeM28) 
10 1- T3- (^-^oaiKy^y^Tg/lTpK 
^-lH-/5^N .5-e1*yuy-i-7 

1- (3-Ts/7n^H -1H — fsrV[4.5 
-c] VJ>-4-7S>'0.32g (1.33— ol) 
£N.N-^**-A/#AATSK4 0*ltaB»U 5- 
^noaf*l60. 1 5al (1.46-DS^i - (3- 
•J* +n,T 5 y To ) -3- x .+A,t f A,4(i?4 § K 
•**HB0.38s (1.9 9— ol) $-10£*aTl*lI 
»B«{c*J&jDi, Mfcx*»st/r2ig36i:? 
20 DD^-^^y-A. (10: lv/v) T2BH*aiL 
fc. *W***tt*-CiSfc»L. ( N ax S04 ) *. 

hLTHRU 1 - [ 3- ( 5-7DDA^y^y-f^ 

rsy) 7oe/»-] -ih- f srv[4.5-c] * 

y"J^-4-7$>0.16g (0.445— ol) £&M 

a or**. 

[0104] IR (KBr)cr' :34 7 0 . 3 2 9 
0. 1650. 1525. 1395 
30 'H-NMR (DMSO-de) * (pp.) : 1.62 (2 
H.m) . 1.70 (2H.m) . 2.00 (2H.t.J = 
7.0Hz). 2. 12 (2H.t.J=7.4Hz) , 3.12 
(2H.q.J = 6.3Hz) . 3.62 (2H. t. J-6. 
2Hz) .4.59 (2H.t.J = 6.9Hz) . 6.6 1 
(2H.bs) . 7.26 ( lH.t. J = 7.6Hz) . 7. 
45 (lH.t. J = 7.8Hz) . 7.63 (lH.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (lH.d. 
J=8.2Hz) . 8.2 1 ( lH.s) 
[0105] (S3tH29) 
40 1 ~ T3- T T4- t3?7*SUI,Xh+!,) -1-e^ 
*222}£&±ZdJte\ TOtTJUl — 1 H — 1 $ 

*V T4.5-C 1 *yU ^-4-Tg 

i - [3- {5-^DWK^/-(/P7sy) Tot: 

AO -lH-^5^y [4.5-c] V-4-T 
SV5 0K (0. 1 3 9— ol) . 4- (y7i-)W h 
*£✓) tT^y>-'v.ttl»B4 2«g(0.13 9-ol)a 
tf*fflWy»>A58BS (0.4 1 7— ol) *N.N-S^X 
-TW-tf-./WATS F3«I*»T. 1 0 0"ClCWRUT7BWJ 
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?nu7tsfrA-X 9 J— IV (10 0: 1—70: 1 v/ 

v) mmmtHzxvmmit:**). **w*t*x- rtv 

TMJ*.*W-hLT*»KL. l-[3-[[4-<y 

7i-/p> - 1 -t^ys^o^y**] r 

ZSl TatAO -1H- f 5^'/ [4.5-e]*y 
UV-4-TS^20Bg(0.0338«Dl) 
* (mp : 1 52-1 54TI) t Z<r>h<rxn 

mem?- 9 a 9 t* t . 

(0106) 1R (KBr) ca-i : 33 30. 3 20 
0. 2940. 1640. 1530. 1070, 700 
•H-NMR (CDC I ») * (pp.) : 1.50 (2H. 
m) . 1.6 4 (2H.a).1.6 9 (2H.m) .1.84 

(2H.m) . 2.08 (2H.m) . 2. 1 9 (2H. 
m) . 2.20 (2H. t.J = 7.4Hz) . 2.30 (2 
H.t. J=7.2Hz) . 2.70 (2H.m) . 3.36 

(2H.q.J = 6.5Rz) . 3.4 1 (lH.m) . 4.5 
7 (2H.t.J = 7.0Hz) . 5.45 (2H.bs) , ( 
5.49 (lH.s) . 5.94 (lH,t.J=5.8H 
x) . 7.21-7.37 (1 lH.m) . 7.52 (1H. 
t.J = 7.7Hz) . 7.83 (lH.d. J=8.4Hz) . 
7.90 (lH.s). 7.92 ( 1 H.d. J = 8.4Hz) 
[0107] (X*M30) 
1 - T 3 - < 6-rn^»y^7sy ) tpk 

1- (3-75/70^) -1H-4 StTV [4,5 
-c] y>--4-T5>'0.248 ( 1— ol) *N. 
N-y**->l*f5/PATS F3 0al(2KIU 6-7*0* 
«TO>«!0.2 18 ( 1 . 1 — ol > Atf 1 - (3-S?y 
t*7S/7oe;|/) -3-Xf-^iW^-f SF-S 
IHIO. 29s (1.5-oD felDi. »BT1WWTL 
fc. RiKafc:Aa*«-lBi.iH6x-f-/VT 2 EH&fi L , CE 
» (Na,SO« ) ft. «ffF»«tB^Lfc. H*«X 
-TA-Sfcfc*Thy*.a.V'— M/CmtU 1-C3 
- ( 6 -T'n^^dr-tfV -f /V-T £ y ) ToK/V] -1 H 
-4 5^/ [4.5-c] ^yy^-4-T5>50i« 
(0. 1 2 0-ol) LT»fc. 

(0108) 1 R (KBr)cr' : 3330. 3 20 
0. 1540. 1 540, 1 395 
•H-NMR (OMSO-ds) 8 (pp.) : 1.36 (2 
H.m) , 1.52 (2H,m) . 1.70 (2H.m) . 
2.00 (2H.m) . 2.10 (2H.t.J = 7.0H 
z) . 3. 1 1 (2H.m) . 3.60 (2H.t.J = 6. * 
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*8Hz) . 4.59 (2 H.t. J -7.0Hz) . 6.56 
(2H.bs) . 7.25 (lH.t. J-7.4H*) . 7. 
44 (lH.t. J = 7.4Hz) . 7.62 (lH.d.J = 

7.8Hz) . 7.95 (lH.br) . 8.03 (lH.d. 
J=7.4Hz) . 8.20 (lH.s) 
(01091 (58HH31) 

i - ra- r f4- t ^am^^ -t -k^ 

T4. 5-e 1 *y U v-^ - T? ^^ff 

io i-t3- (6-rn*<N^iry^A'Tsy) :me 
-1H- fsrV[4.5-c]#yy>-4-r 

S^4 5«g(0.108-ol) . 4- (y7jt=Ao<h 

#i^) e^y^> «iiai6 5«g(o.2i.5-Bi) a 

Mtt8#y>A5 9«* (0.430— ol) e-N.N-So* 
t44A-A7SK3il4'. 1 0 0*C«iaiLT8^aW 

K» (NaiS04) tt, *ETWtt***Llt:. Btt* 

■U-*9J—iV (15 0:1—70: 1 v/v) m&Wft 
20 fc:J:9BW****>. *flW£*x--r/PThy*- J .U 
-M/CWKU 1- [3- [ [4- (i>7*xAo<> 

*s^) -l -wj&y^-rsj/V} rsv] me 

/U) -lH-^SrV [4.5-c]^yyy-4-7 
SV28ag (0.04 6 2-oD (rap : 

1 5 1-1 5 5TT) t LTflfc. C«t<0<0iHeWr 

[01 10] IR (KBr)cr' : 3330. 294 
O. 1630. 1540. 1070. 700 
•H-NMR (CDCIj) 9 (pp.) : 1.31 (2H. 
30 m) . 1.48 (2H.m) . 1.63 (2H.m) . 1. 
70 (2H.m) . 1.86 (2H,m) , 2.07 (2 
H.m) . 2.1 7 (2H.t. J = 7.6Hz) . 2.20 
(2H.m). 2.27 (2H.t. J = 7.6Hz) . 2.7 
1 (2H.m) . 3.37 ( 2H. q. J =6. 5Hz) . 3. 
42 (lH.m) . 4.57 (2H.t, J-6.8Hz) . 
5.45 (2H.bs) . 5.50 (lH.s) . 5.62 
( 1 H.t.J = 6.0Hz) . 7.21-7.37 (1 1 H. 
m) . 7.5 3 (lH.t.J=7.7Hz) . 7.83 (1 
H.d.J=8.4Hz) . 7.90 ( 1 H. s ) . 7.93 
40 ( lH.d. J = 8.2Hz) 
(0111] (HMSA32) 

0>WU:. 



VA'f^Vty^^U-h (SP-20) 

s y^f-vu-f yrot/i, ( i pm ) 
afe74ty^ 



0.2g 
2.0s 
0.4s 
7.4s 

[0 112] 8O^JBftL>ty4,b^V t y5^U-*50*h ( SP- 2 0)2 gC*«»fc**0. 2 sfrft£lB 
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#SWUi. £#ucs yzfy«>fyrn^ ( i p 

M) 0.4 gfrlnifcflL BlWnftiSIW (8 0"C) LT 
fcfllLfc. 

(0113] atnmi) 

8 OiC«lSfcLfc'f VX-rT'J >K5 gfc*BB»r4 9 

8 8 8 1 5 c£tt»2ra?c£aufc<f 5 f 0 . 5 * 
fraaiiwfanwufc. .riuc, (8 ox;) lt 
isv^aftv-tu^i 9.5*«rjDi. mm,*c#t>m 

[0 1 14 ] dt«M«2) 

0. 1 23Sy>7 r o>'V*» <^*V*18B) fr**>* 
[0115] (9EHEM33) 

<*«3 0 0-6 0 0 gcolftt. Hart I eyjrt*t 

I s h 1 i h (Naimyo-SchMiedeberc's Arch. Pharaaco 
1.. 332. 219-223. 1986) tzX 9«ft$#lfc*»t— WSt 

K-*fl)'>asU *<04»«2tfr**JR«SaW:fcfWtL 
fc. W*tt:3 7TCtAjaL/S5R«ff (Krefas bicarbonat 
e«:NaCI 1 18.1*. CaCIt 2.5«M. K 
HxPOi 1 . 2nM. KC I 4.6rt, MgSOi 1.0 30 
■N, NaHCOj 2 5*. glucose 11.1*. p 
H : 7.6 5) SSfcUfcl 0il??-?XS»4>t2B£ 
U 9 5XOt, 5XCOt<r>m&#X*mS(.Vte. «* 

y^fi-t- (NEC San-el. Type 45196A) 
ffi""JT>T (NEC Wei. Type 1236) fHrLT4>' 
?m\s91-^—y— (RIKADENKI H-50) ±tZ3S»Ltz. 
[ 0 1 l 6 ] flMefct 1 t¥B incubation LXfrh t JX* 
5V ( 1 0-»M) «rft*UT«aMUB«:»fe. 
@»0iBL, fll^RlCA^^fc:^ r> £O*>30i!fc:& L 40 
fc. K«(b^*fc2 0iHaw««L. ttttft£4M&-9-ff 

[0 117] t^^5VZ4BI«aJl^**ffl*tC. 4 5 

=*-fcF ( 1 -4 Vrtn>-1 H-4 S^V [4.5- 
c] =^>"JV-4 -T = >-) . <S»y7x Vt 5V 
aV*JSWt*H»liDMSQ (y>f-ypx/P**i/H) 
CjS* ( D M S cxov^jr J*S»4*T<0»KaaBi o . 
IX) Ufc. 

[0118] (2)te* 



16) 1WM t 9-208584 
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Mft&ttaaft ( I Cut) fr£TF0>* 1 CjttT. £ft 
«22, 24. 27. 29fttf3 1 tOfcGWlSSy * > 

[0 1 1*9] 
[SI] 



SI 





BtfcX*5>fWl (!Ci.j 


*5**F 


>10*»M 


fl«S-7x>b F55 V 


1. 5 >f .10 '•14 


XSM2 2 


3. 4X10 'M 


XMOT2 4 J 


4.0x1 O-'M 


Wi«2 7 


1. 9 x 1 0 • T M 


jom-2 9 


3. 4xl0"ll 


XM31 


2.2xlO- f M 



[0120] (36*0134) 
(l)ftflR*£ 

lMMi4jUfr*>Ba 1 b/c7W («) eB*?^ 
(*) J:9«ALl«BI^Sfl3WBJiO^*t«^ftL 



[0121] a>r-«jR»OTS« 

0 . 9 h V 9J***ift2 Osl^-V*- 1 9 * 
— (DermtophagoidespteronyasinuB : International B 
iologicals. Inc. ;Lot. No. 14679) 1 gSrJKHlU SOil 
^i'tmrH-SU *»T. 4 0 00—4 5 

oorpnr*-=^'f^:tfc (■WMn r rsr«-=^^-c 

7-fXUS> . **^>fXLfel^*r5 0nl<-«ia-S : 
(CJg-L. SfflT3 5 0 0rpnr5^Mffia«rtTVV _L«S* 
M<0S%V-C9L^ (*»A) . ZffMte 2®*0j& 

*> LJtiStTR (H3tXK(tt) : Seamless C 

ellulose Tufainng) 8iBA. B. Ct*tl*Hm*. 
U 4TrC0.9%fflfl:^M)r>A*»at=«LT— 
*. jaWtffofc. jfi»»7». SSA. B. c<->*>- 
W*m&**W&m*t h (Protein assay Reagen 
t BCA Kit : PIERCE. Inc. ) TWSgU *>*<0i8W«r5 0 
0>ug/nl<-)^W^imStC->->J:dC. 0.9**fc-r 
H;->A*J8«T«RUfc. i*tfe<-J3««-fra*L-C 
1 smm^^yu^uy^A—rtzi o«i-fo$Htu 

^-tJTJR»?ffi: Lfc. CO»»«fl6W^4 T- 8 OXTt' 

[ 0 1 2 2 ] OSn^&tfSiS 
WS««S»$rrxfiUHSiS(c40^> 1 «S»DU^i> 

[ 0 1 2 3 J 3StjB«tJia!Wt-2 1 B«KC. 0.9X«ft 
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•r b v ?r**imT 2 ooiis/ii 0)?>'*?mxtzmi 
[0124] 9Amm&vmmm*^w» 

SB4 859Bft&BttftQe J: «?v>*£flH5LWSfcO 
IfcftSrMSED. v-^^Lfc»»fr«W:4=lc«H35r 
icftftSrflftfLfc. HttUt&ftttl 0%<&&&>\,~?V 

ymwR o-->-^oi 5aiiKtvflUS) «=a*ii e 

tULSfflCttJlLTffljeLfc. fflJgUfcifcfttt. 

(worn LinmizM v^.tamizecm^yiun'P^: 
i9Mi(4oo<s)T. imxicmztztxmsmimt 

fr&ftiBU:. 

[01 25im*(%) = ( (»tft^nBtt 

-ftftfc£fttt*»»IHW*) /HTft4IM)tW^ 
ft) ) XI 00 

[0 1 26] ©#»****OPt! 

WIW3'2<o*J6tiJ: OfWILfc. 
[01 27] 

ttfttft^ («J*Slfffi : Occlusive dressing technique* 

S2 



(17) 
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WaH*9-208584 



10 



* (ODT) ) 

m (ftftfc^*) Otttftt. *Bnf9&z>tnHt»*+ 

-w=«a*Ttt3c«8s^r(c. wst*uaBsa»e+Mz 

Tfc«Hf#JBI17— 7* (Johnson « Johnson ICDICM. IN 

8*ftU:-£ESfc0 5 0«fcU tt^^i? a 
-;i44«T«)i 5<3W3ftB J: *) 3 BfiMfcl.*. 
[01 28]*BftB-SSB (Sfiftft) -ftSSSB 

(lt3H) 
[0129] (2)ftft 

Kft*. WtWh^Kr>25Stt# > 0. 1 

* 9 v ynmt rmajdom us. 

[0130] 
[«2] 







Ht*ttCM/a) 




•Ifi 








«f»ft 






*•*•*» 




519.8A129.9e 






164. 0± 33.22 


70.37 


XftM22e4te« (2M«tff) 1 




237. 6± 53.76 


54.29 


0.12K«MK#y#-/i«^ 




291. 6± 60.64 


4a 67 



[0131] 



* * [*3] 











*** (.MO 


12.60±3.OO 




mnmm 

r_9Jue 








IMttff (oast) 




371. 42± 71.03 


_ 


X*M22«>ftft* (2K«ff) 


817. 4©± 88.51 


41.46 


WM12 4©«*9I (2 KM) 




61.80± 1L64 


83.36 


X*#12 70ft*4i (2Mftt) 


335. 6C± 87.11 


36.56 


XflM2 9«><tM| (2Kttff) 1 




362.00± 87.71 


3.53 


fttt«3 1«MHNN (2MCC9T) ] 




15175±13LSI 


56.99 



[0132] (mtm35) 
2«ftB»9Mm ffffl 

(i) tmxm 



*!WWi4fflekOBa I b/c7")a (IS) SB^UT 
(ft) J: Oft A L 1 «ra^)OftJB15ko»ic3Cftt«L 

*50 fc. 



(18) 
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[01 33) OSttfttfStB 

^Rzmmimmtyffxmtzm^xn'it: (run,* 

-.4 3(8). P1099.1994) . BQTA,7 
5 y (OVA) 1 utt*mK.Tfis$.-*7J±-yil> (aim) 4 

fc. 29l^£Rtt<?2i&rStt8ft**?fo 
fc. £fitt2@JB*)»«n 0 Btt^X-^WWftTt 5 

Tl±, £*totW£-MK£«>OVA0>ftJ>r>&£a** 

[0134] ©2«ttK»K»>i«£ 

o v AxfS&r 1 1 1 «at 2 4 laaaicir-? t tch 

[0 1 3 53 ®5H«5^^ife 

(CMC) (^KSL. Sfi24i«5W& 2*SBDWtJ50 
XCMC<0*fctt4Lfc. *LT«T*>sCJ:9WW (« 

[0 1 36) JWI*(%) = ( (OVAS3HBH2-M* 
O^SCA-^ASfiJMBft^WO^jfWL) /OVA 



10 
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J»A) ) XI 00 
[0137] (2)IS£ 

«4fc^rrii0. *0t«2 2*Xt£*tt3 2nAg<Oii 

SrHMJKo-f 5**FJt9t>5JK*»JU:. 

[0 1 38] 

[*4] 

«4 









Bw/kiip 


»M2 2 








lag/kg po! 





Jim 




0 


16. 4 


91.8 


.10 0.0 


2 8.6 


41.4 


28.8 


64.4 



[01 39] 



70V h^— iSffygtS 



<72)Km% mm ** 

*SJl|fc£«±»f#*r#ypi500*ift 



